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15 ^< tm^>>?;i^ 



i2CH2Ph 


^^mmoih'^m (840ing) Sr^<b/5"l/> (20niL) (C^^b OrfCTlt^^iT 
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3. 5--Ji7UUy3L/'-)Vt4-y)V:tU^>X7)Vy'}i}^^m^. P^M 

-;i/^#fc. m^nrc7)v=i-jv (2.03g) . iz3*ib^^ (2.75g) omit^^u 

> OOmL) ^^S<&0'C^c:T^^^T^ hU7x-;i/7j^;^7^> (2.17g) ^mXTzo 

(3.i2g) ^m^m^i^tvxnrzo 
<mm205> 

4' -^>s^)V:t^iyy x^^^jva-i^}^ 



4' -i^>p)V:t^iy)y a^:z)vmmx^)v^mntvx. ^mmmtmmiz 
\zEmm\ ^^mm.n^mmtbxnfto 
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4' -'^>>^;i/:^^->vt: FPi^>:^^;i/7;i^3-;i/?£fflVi##^^164i:l^^{C 
1 - ^ > ^ - 4 - 3 - }>* r/^'jU^ >-tf > 



10 

4- (4-^>>?;i/:t^e^7x:i;i/) l&m^5=-;W$J[gi^,i:LT, ##^?il206<i:|^ 
<#%«nj209> 

15 1 -3-Hyptf;i/-4-[ (3-p^i$'>x;i/7^:r;w 7xy^$/]^>-tf> 


MeOS 
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##^J193©ib^tl (1.80g) ^mt:^^U> OOmL) OVmi^T. 

m-i7uum^M,^m (770mg) ^{i^mt-Dm^fzo mmzximm. Mmzx2i 
mm^m7K(Dm\z^^L. M7mm±h^j0A\zx^t^brzo mm^m&^i^L. 
1 : 2) \zxmmhtzo (i.29g) ^n^^^mtbxmc, 

<##«a|2iO> 

4'-[(3, 5-tf7.hU7;i/:tP^^;i/) 7xy ^^v] i>>:^5;l/i^ D u H 


4 ' - [ ( 3 , 5 - tfX h U 7;V:f P p< 9^;!/) 7 x y ^'>] -^"^ }i^X^)V (500mg) 
<&THF (20inL) lll^^b, 0 'CJCT^^'liT. liol/L-S^< vy^;i/7;L'5^'^ 

AfcHu H- h;i<'X>}§?g (a.omL) ^m^Tzo mmzxi.bmmmw'^. 2moi/L 

;W;^7 7Ai^DTh^97.f- (^:^^+f-> : ||^X5^;P'= 3 : 1) izxmmbtzc 

jjVD-jvi^ (377mg) ^m^m^i^tbxnrco •o^^xn^nrcjAn-ji 

(296ing) ^DMF (5iL) fc^^b, il^bU^^-^/A (35. Omg) , □ U (0. 120inL) . 

20 ?^^>:^)vt^:=.}Vi7 D u H (0. 070inL) ^ ox:\zxm^rzo mmzx i i^.^^m 


10 
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it^^ (1.27g) mem (15niL) mtm (725ing) > tBuONO (O.SlmL) (D 

MeCN (40mL) mmzM^fz. mU\ZX3mmmW^. ^^M^mWtX.^MZXiA 

;i/:^7^Ai^OTh^77^- ('S^-tJ-> : S^i?X5';i/=20 : 1) fZTMSl^, i6*J 
5 tl (l.lOg) ^mMm^f^tLX^fto 
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5 <##«ai261-l> 


0:;^P5K (1.38g) 0DMS.O (lOmL) iFM<£KCN (245ing) (D(7K2mL, DM 

SO5inL)|§?^{l90r}3TfiSTb, lO^F^mm ^MfCT^ &{c:30^^^^iLfco 

15 ^7^- K^1^-> : @^i?X5";i/= 5 : 1) HT^mL, g6<Jtl (1.02g) 
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^mm\-\(D\t^m (1.02g) , im\tt!^)^h (819mg) . tK (2 ml) X^y 

mj£Wtm^> x^y-)v (lomL) \zmm\^. m\:'^t=.)v (i.omL) ^jp^, mm. 

- (^=^-y-> : g^mxf^;i/=10 : 1) irXiffilSb, Se*Itl (l.Olg) 

10 

<##^261-3> 

##^j251-2®{b^t?&ffl Vi##^f!ll 23 (h o TT;U3 

fc^,c:(D7;l/n-;W<^fflVi##^sji64^|p|#?5:;^felcj;oT@65t/<£gfi?ftJK 
15 tlibT#fco 
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4-[ (3-^>$^;i':r^'» V:siJ^^y'\ -2 -^DD- 1 -3- K>^9^;U^ 
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<mmmi> 

5 5-[4- (.3-^>z^)V:i-^->7x.y^zy) - 2 -^DD7xn;i/]- 2 - t 


10 (3.60inL) ©THF (IBOmL) , DMF (ZOmL) mM\Z, ^MlCT:M- U "^7^- t 

-r/h^v'h* (i.40g) ^ua^Tzo %ov\zxzo^mwLrcmmm\zhiiv. ^mm 

. 164 (6. 22g) ©THF (ZOmL) mm^mThfco -^0^, STOMMiJftL/, ^ 

15 hi^77^- ('\+i^-> : @^i?X5^;P=4 :1) iCTMMb;^. (6.84g) 
FABMS : 626 ([M+H]0 

'H-NMR (400MHz, CDCI3) d 1. 22-1. 30(6H. nO, 1.42(9H, s), r.57(2H, br s), 
2.37 (2H, br), 2.70(2H, t. J=7.8Hz), 4. 19-4. 29(4H, m), 5.03(2H, s), 5.95(1H, 
20 bs), 6. 57-6. 62 (2H, m). 6.74(1H, dd, J=8.3, 2.4Hz), 6.83(1H, dd, J=8.3, 2.4Hz). 
6.98(1H, d, J=2.4Hz), 7.13(1H. d, J=8.3Hz), 7.23(1H. t, J=8.3Hz). 7.33- 
7.43(5H, m). 
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<^WJ43> 

2 - t -':fh^i^tiJl^:i^:z.)V7B.y - 2 -xh^i^:^)\^^=:)V- 3 - [4 - ( 3 . 


'H-NMR (400MHz, CDCI3) 6 1.28(6H. t, J=7.3Hz), l.47(9H, br s), 3.62(2H. br 
s). 4. 19-4. 31 (4H, m), 5.79(1H, br s), 6.85(2H. d, J=2.0Hz). 6.92(2H, d, 
10 J=8.8Hz), 7. 04-7. 08 (3H, m), 

<mmmu> 

- 2 -xh^zyti}V^:=.}mmx^)V 



15 



'H-NMR (400MHz. CDCIP (5 1.23(6H. t. J=7.3Hz). 1.44(9H. s), 2.44-2. 48 (2H.iii). 
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2.60(2H, br s), 4. 13-4. 31 (4H, m). 5.04(2H, s), 5.99(1H, br s). 6.88(2H, d. 
J=8.8Hz), 7.07(2H, d. J=8.3Hz), 7. 29-7. 44 (5H. m). 

- 2 - X h4^v;^»;i//fc;i/^>i$'>mx5^;i/ 


10 vxmz. 

'H-NMR (400MHz. CDClj) 6 1.22(6H, t, J=7.1Hz), 1.42(9H, s), 1. 44-1. 47(2H,in). 
2.31(2H, brs). 2.57(2H. I. J=7.6Hz). 4. 11-4. 27 (4H, m), 5.03(2H. s). 5.92(1H, 
br s). 6.88(2H. d. J=8.8Hz). 7.06(2H. d, J=8.8Hz). 7. 29-7. 43 (5H, m), 

15 <mmmi^> 

6-[ (4-^>i>)\^:t=¥'y) 7xx;i/]-2- t -:/h=^^>^;^7;i/#x;i/75y 
- 2 -X h^'ytJ }V7^=')V^^D'>mx^)V 
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'H-NMR (400MHz, CDCl,) 6 1. 16-1.24(2H, m). 1.23(6H. t. J=7.1Hz). 1.42(9H. 
s), 1.56-1. 63(2H, m), 2.30(2H, br), 2.54(2H, t, J=7.8Hz), 4. 16-4. 29(4H, m). 
5 5.03(2H. s). 5.92(1H. br s). 6.88(2H. d, J=8.3Hz), 7.06(2H, d. J=8.3Hz). 
7. 32-7. 44 (5H, m). 


<II»J47> 

5 -[4- (3. 5.-tf;^ hU7;i/:tn^5^;i/7xy^S^) 7x::i;U]-2-t 



NHBoc 
OjEt 


02Et 


15 'H-NMR (400MHz, CDClj) d 1.27(6H. t, J=7.0Hz), 1.4'4(9H, s). 3.20(2H, d. 
J=7.0Hz). 4. 20-4. 32 (4H. i). 5.97(1H, br s). 6.02(1H, dt, J=15.9, 7.0Hz), 
6.45(1H, d, J=15.9Hz), 6.98(2H, d, J=8.5Hz), 7.36(2H. d, J=8.5Hz), 7.38(2H, 
s), 7.57(1H, s). 


20 <IIJS«aj48> 

2 - t-r^V^i/ti ;i/#x;i/7 5 y - 2 - x h i^;^? ;i//j^x;i/ - 5 - [ 4 - ( 3 - 
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C02Et 

(850mg) ^DMF (20diL) \zmm^> 2-3-Hyp/1> (0. 2inL) , ^i?* U 

5 'i7A (5oomg) ^ni?i6ox:\zx 4mmwhrco Kmm\z7i(.^i}u^mi^x^}\^rm 

;i/=4:l) \ZXmmLrco aWtl (TeOmg) ^M?E&»<i:bT#fco 
'H-NMR (400MHz, CDClj) 6 1.23(6H. t, J=7.3Hz). 1.31(6H, d, J=5.9Hz), L42(9H. 
10 s). 1.45-1. 52 (2H, m), 2.34(2H, br). 2.61(2H, t, J=7.8Hz), 4. 17-4. 27 (4H, m), 
4.50(1H. heptet. 5.9Hz). 5.94(1H, br s), 6. 50-6. 53(2H. m), 6.59-6. 62(IH, m). 
6,92(2H, d, J=8.8Hz), 7.10(2H, d. J=8.8Hz), 7. 18(1H, t. J=8.8Hz). 


15 2 - t -'/h^zy:^M=-}\^7S.y-2-Xh^i^tl)V^:::.)V-5-l4-i3 


Me02S 



NHBoc 
OzEt 

02Et 


mumoit-^^ (l.OOg) ^mit:^^U> (SOmU m-^^nniil^ 

20 (eiomg) ^M^^m\zx6mmmwLtz, Kmmzi^^Mm^x^)\,x 
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^7^- (A^-tj-> : i^^x5";p= 1 :i) \zxmmiyrzo Bmm (eiomg) 

5 'H-NMR (400MHz, CDClj) d l.24(6H. t, J=7.3Hz). 1.42(9H, s), 1. 47-1. 56 (2H, 
m), 2.34(2H. br). 2.64(2H, t. J=7.8Hz), 3.04(3H. s). 4. 18-4. 26 (4H, 
m),5.95(lH, br). 6.95(2H, d, J=8.8Hz). 7. 17(2H, t. J=8.8Hz), 7. 20-7.30(3H,in). 
7. 47-7. 52 (2H, m). 7.62(1H, d. J=8.8Hz)o 


10 <mmm^o> 

5 -[4- (3. 5-t:7.hU7;U:tDP^5^;U7xy:^v) 7x-;U]-2-t 
FsCv^X^^O^,^^ NHBoc 

if, 

15 mmmuoit^m ^mmm tnm\zmmM.7t l , # e. nfc 7 x y 3 . 

5-t:'7; {V^)y)V:^U^^)V) 7xx;i/^'i7i?i:##fi|38^:|lI^tC^J^$-frS 

'H-NMR (400MHz, CDCI3) 6 1.24(6H, t. J=7.3Hz), 1.43(9H, s), 1. 47-1. 58(4H, 
m), 2.36(2H. br s). 2.66(2H, t, J=7.3Hz), 4. 18-4. 26 (4H, m). 5.96(IH. br s). 
20 6.96(2H, d. .J=8.3Hz), 7.20(2H. d, J=8.3Hz). 7.36(2H, s). 7.55(1H, s). 
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2 -[4- (3-^>i^)V:t^lyyx.y^'y) - 2 -li? PD7x^;l/]:/Dtf;P 
-2 - t-'fh^'ytlJVt^:i)\^7^y-l. 3-yo;1>i^:t-;^ 



5 mMnKDit-^m (6.84g) <£thf (isoinL) \zmmL> ov\zxm.nT7m 
»C7mu5"'>A (960ing) ^m^Tco Bi^m^x^y-jv (mi) ^mx> mm. 

M^Lfz. mmzi(i%^x>m7i^^^^mxm3 tLTc^. mmj:-^Mzxmti^ 
bfco tk, mn'km7i^<om\zmw'^. m^mmi- h^)^A\zxnmh. mum 

10 JEWiLfc. mm^i^^Jtl^MyA^u-^h^yy-l- : @^mx5" 

;i/=l :1) \ZXmnV. S6<Jtl (3.50g) *il6itett?ft!|^i^(i:LT#;t. 

FABMS : 542([M+H]0 

'H-NMR (400MHz, CDClj) (51.43(9H, s), 1.66(4H, br s), 2.69(2H, t, J=6.8Hz), 
3.40(2H, br), 3.60(2H. dd, J=11.3, 5.9Hz), 3.84(2H, dd, J=ll-.3. 3.8Hz), 
15 4.92(1H, brs). 5.03(2H, s), 6. 59-6. 62(2H, m). 6.75(1H, dd. J=8.3. 2.5Hz), 
6.84(1H, dd, J=8.3. 2.5Hz). 7.00(1H. d, J=2.5Hz), 7.14(1H, d, J=8.3Hz). 
7.24(1H. t, J=8.3Hz), 7. 31-7. 43 (5H, in)o 

<ll»J52-95> 

20 ii»j2~42*3d;m8'-50O'fb^ti^fflVi. ±mmMm^itmmf3i:^mz^-o 
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<^W96> 

2- t -•:fh^>^tJ)Vy^=.)V7^y-2-[4-(3,5-i^^UUyx.y^'y) 



'H-NMR (400MHz, CDCI3) 5 1.46(9H, s), 2.94(2H. s). 3.60(2H. d. J=11.7Hz), 
3.75(2H. d, J=11.7Hz). 4.93(1H. br s), 6.87(2H, d. J=2.0Hz). 6.98(2H, d, 
10 J=8.8Hz), 7.08(1H, t, J=2.0Hz), 7.26(2H, d, J=8.8Hz), 

<mmm9i> 



'H-NMR (400MHz, CDCl,) 6 l.45(9H, s), 1. 83-1. 88(2H, m), 2. 54-2. 59 (2H, m). 
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3.39(2H. brs). 3. 64(2H, d, J=11.2Hz), 3.88(2H. d, J=11.2Hz). 5. 01 (IH. br s) , 
5.03(2H, s). 6.90(2H. d, J=8.3Hz). 7.10(2H, d. J=8.3Hz). 7. 30-7. 44 (5H. m). 



10 Vxmco 

'H-NMR (400MHz, CDCl,) 6 1.43(9H, s), ' 1. 50-1. 70(4H. m), 2. 52-2. 57 (2H, m). 
3.57(2H, d. J=11.2Hz). 3.82(2H, d, J=11.2Hz). 4.86(1H, br s), 5.04(2H.s), 
6.90(2H. d, J=8.8Hz), 7.08(2H. d, J=8.8Hz), 7. 31-7. 44 (5H. m), 

15 <*»J99> 
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'H-NMR (400MHz. CDCl,) 6 1. 27-1. 35(2H. m). l.43(9H, s). 1. 54-1. 63(4H. i). 
2.56(2H. t. J=7.6Hz), 3.41(2H, br s). 3.58(2H. d. J=11.7Hz). 3.82(2H. d. 
5 J=11.7Hz). 4.88(1H. br s), 5.04(2H. s), 6.89(2H. d, J=8.8Hz), 7.07(2H. d. 
J=8.8Hz), 7. 33-7. 43 (5H, in)o 

<^WJ100> 

2 -[4'- (3. 5-e7.hU7;i/:tDp^5^;U7xy=^^v) i^>-r^)V'\-2- t 
10 -'fh^i^tDV'^^-JVJ^y-l, 3-:/P/1>i^:t-;i^ 



15 'H-NMR (400MHz. CDCI3) 6 1.44(9H, s). 2.55(2H, d, J=7.8Hz), 3.65(2H. d. 
J=11.2Hz). 3.78(2H. br), 3.85(2H. d. J=11.2Hz). 5.12(1H, s). 6.20(1H. dt. 
J=16.1, 7.8Hz). 6.51(1H. d. J=16.1Hz). 7.01(2H, d. J=8.3Hz). 7.38(2H.s). 
7.39(2H. d. J=8.3Hz). 7.57(1H. s)o 

20 <mmmm> 
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. NHBoc 


mmwit-^^ (1.50g) , 2, 6-)V^-J> (0.8411L) ODMF (30inL) 
5 (1.67g) <Dmit:^^U> (5mL) ^®^iJn;^fc. HMfcT 1 ^TOi^bfc^, S 

Yh^yy^- : imx.^;i'=20 : 1) tCTSftiiU, S^tl (1.67g) 

10 'H-NMR (400MHz, CDCl,) '6 1.04(9H, s), 1.06(9H, s). 1.42(9H. s), 1.46-1. 56(4H, 
br s). 2.51(2H. t. J=6.8Hz), 3.88(2H. d, J=11.2Hz), 4.22(2H. d, J=11.2Hz), 
4.90(1H. br s). 5.04(2H, s), 6.89(2H, d. J=8.3Hz), 7.06(2H, d, J=8.3Hz), 
7.32-7.44(5H, m). 


15 <^JSf!ll02> 

5 - t - h^'>;^3;W/H-;P7$ y - 2 . 2 - V- t - 5 - ( 4 - 1 h' 
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'H-NMR (400MHz, CDCl,) 6 1.04(9H, s). 1.06(9H, s). 1.43(9H. s). 1. 47-1. 61 (4H. 
m), 2.49(2H, t. J=6.8Hz), 3.88(2H. d. J=11.3Hz). 4.22(2H. d, J=l 1.3Hz), 
4.88(1H, br s), 4.91(1H. br s). 6.74(2H. d. J=8.3Hz), 6.99(2H. d. J=8.3Hz). 

<mmmm> 

5 - t -^h^i^tl}VT^:z)V75./-2. t 5-(4-t: F 


'H-NMR (400MHz. CDCl,) 5 1.06(9H. s). 1.07(9H. s). 1.46(9H. s). 1.79(2H, 
m). 2. 44-2. 50 (2H. m). 3.93(2H, d, J=11.2Hz), 4.26(2H. d. J=11.2Hz). 4.92(1H, 
br s), S.OKIH, br s), 6.73(2H, d. J=8.3Hz), 7.01(2H. d, J=8.3Hz)o 



<^WJ104> 

5- t --^V^^y^M^zi^m^j -2, 2-i?- t -:/5";i'-5-(4-fcHn 
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5 'H-NMR (400MHz, CDCl,) 51.05(9H, s). 1.07(9H, s), 1. 20-1. 20(2H, m), 1.42(9H, 

s). 1.50-1.60(4H, m), 2.51(2H. t. J=7.6Hz), 3.89(2H. d, J=11.2Hz). 4.22(2H, 

d. J=11.2Hz), 4.78(1H. br s). 4.91(IH, brs), 6.73(2H, d. J=8.3Hz), 7.00(2H. 

d. J=8.3Hz)o 

10 <mmmm> 

5- t-7'h^->:^;i/Jj^-;i'75/-5-[4- (3-t: Hd^^v^x/^v) 7 


NHBoc 



15 mmm^wit-^^ (3.oog) <ddmf mmDmmz. 2, 2-z^y^h^i^:fu 

/Vy (7.4inL) , h;i/X>x;i/J^:>m (lOOmg) ^1XlXiOX:\ZX6mMU 
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(2.68g) ^um^tLxmzo n^nrcT±h=Lm^mmiitmm 

{cSMjItcL., (2.23g) ^m^B^tLXWco 

'H-NMR (400MHz, CDCl,) 6 1.40(3H, s), 1.42(12H. s). 1. 54-1. 69(4H, m), 
2.61(2H. t. J=7.8Hz). 3.63(2H. d. J=11.2Hz). 3.87(2H. d. J=11.2Hz). 
5 4.86(lH,br), 5.29(1H, br s), 6.32(1H, br s), 6.52(1H, dd. J=8.3, 2.4Hz). 
6.57(1H, dd, J=8.3, 2.4Hz). 6.95(2H, d. J=8.3Hz). 7. 13(2H, d. J=8.3Hz), 
7. 16(1H, t, J=8.3Hz). 

<^mmm> 

10 5 - t -::/h4^'>:^;i/fc;i/75y-5-[2-i^DD-4-(3-fc: Ha+>'7 



15 

<feh-K# (3.21g) STHF (lOOmL) \zmMV^ OVmWf> Imoi/L— rh^ 
y5^;i/7>t-'^A7;U:tU H-THF?§^ (lOiL) ^mT^fc, lO^^RJS^ 

20 h^)^Aizxni^h. mmmm^^^. (2.60g) 

FABMS:492 ([M+H]*) 

'H-NMR (400MHz, CDCI3) (5 1.41(3H, s), 1.42(12H, s), 1. 55-1. 73(4H. m), 
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2.70(2H. t. J=7.3Hz). 3.66<2H, d, J=11.7Hz). 3.88(2H. d, J=l 1.7Hz). 
4.89(lH,br), 5.97(1H, br), 6.40(1H. br s), 6.56(1H, dd. J=8.3, 2.4Hz), 
6.62(1H. dd. J=8.3, 2.4Hz)., 6.86(1H. dd. J=8.3. 2.4Hz). 7.01(1H, d, J=2.4Hz). 
7. 14(1H. d. J=8.3Hz). 7.18(1H. d. J=8.3Hz)o 

<^M^J107> 

5- t-7>^>^:^;Ufc;i/75y-5-[2-i^aD-4- (3- (3. 5-v 

^uu^yi»V:t^>^) yoLj^z^) 7x::i;i/]:/Dtr;i/-2, 2-$^p<^;i/- 1, 


CI 



±fBIIJIfill06O^b-^tl (650ing) .3, 5-i^i7 UUK>i^)V7JVn-)V(mm) . 
hU7x-;W7l^X7^> (530ing) OTHF (SmL) mm\Zi^X^}V7'/S^tl)Vi^ 

^i^u-h (o.3iinL) ^ia^imr^mi^Lrco s^s^^htk^jp^/^^, i^ssx^^ 
iex5^ji/=3 :i) \zxmmL. m<^ iuom) ^mm^ti^xmco 

'H-NMR (400MHz. CDCI3) ai.41(3H. s). 1,42(3H, s), 1.43(9H, s), 1. 54-1. 60(2H, 
m), 1.75(2H, br). 2.69(2H. t. J=7.3Hz), 3.66(2H, d. J=11.7Hz), 3.88(2H. d, 
20 J=11.7Hz), 4.89(lH,br), 4.98(2H. s), 6. 58-6. 64 (2H, m). 6.70(1H, dd, J=8.3, 
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2.4Hz). 6.84(1H, dd, J=8.3. 2.4Hz), 7.00(1H, d. J=2.4Hz). 7.15(lH. d. 
J=8.3Hz), 7. 22-7. 32 (4H, m). 


<mmmm> 



10 ^m^thxm^. 

'H-NMR (400MHz. CDCI3) (51.40(3H. s), 1.42(3H, s), 1.43(9H, s), 1. 54-1. 61 (2H. 
m), 1.7.0(2H. br), 2.58(2H, t. J=7.3Hz). 3.64(2H. d. J=11.2Hz). 3.89(2H, d, 
J=11.2Hz), 4.87(lH,br). 6. 66-6. 71 (3H, m), 6.94(2H, d. J=8.3Hz), 7.02(2H, d, 
J=8.3Hz). 7.11-7.13(3H, m), 7.21(1H. t, J=8.3Hz), 7.34(2H, t. J=8.3Hz), 

15 

<mmmm> 

5 - t -':rv^i^i]}Wz.)V7^J -2,2--j- t 5-[4- (3- 

NHBoc 
V^Ji(t.Bu)2 
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mmmmeit^^mom)^ 3-'ry7*ptf;i/7x-;i/j}^>i7i?(i4img). uym 

mm (II) (97.4nig) RUm^'i: U^a.y '>-:/X-4A(400mg) ^^v'^ a D p< ^ > 

(5mL)(;: mnv. ^c:(chux5^;i/75>(i20ML)»^, Mmrrmmuwhrco 

(188mg) ^i^feta^i^i LT#fc, 
10 'H-NMR (400MHz, CDCI,) 5 1.05(9H. s), 1.07(9H, s). 1.23(6H, d, J=6.8Hz). 
1.43(9H, s), 1.56(4H. brs), 2.55(2H, t. J=7.1Hz), 2. 84-2. 91 (IH, m), 3.89(2H, 
d. J=ll,7Hz), 4.23(2H, d. J=11.7Hz), 4,91(1H, br s), 6. 75-6. 79 (IH, m), 
6.89-6.91(lH. jd). 6.91(2H. d, J=8.8Hz), 6.95(1H, d. J=7.8Hz). 7.09(2H, d, 
J=8.8Hz). 7.22(1H, t, J=7.8Hz). 

15 

<^SS«^!lllO~125> 

mmM 1 0 2 (Dit^m ^ #a 7 x x;^7}^ 1^7 i? ^±Bmmm mt mmts.:^^ t «fc x 
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{%) tttt R1 R2 


mm 

RI 

R2 


Ittt 


RI 

R2 
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F 

H 

60 


118 

CHgOH 

H 

41 


111 

a 

H 

61 


119 

Ac 

H 

80 


112 

Br 

H 

59 


120 

NO2 

H 



113 

Me 

H 

84 


121 

CN 

H 

44 


114 

Ph 

H 

74 


122 

F 

F 

79 


115 

MeO 

H 

69 


123 

CI 

CI 

60 


116 

EtO 

H 

76 


124 

CF3 

CF3 

83 


117 

CF3O 

H 

68 


125 

CHO 

H 

74 



<II»J126> 

5 - t ->^h=¥s^:^;i/j}?-;V7sy-2. 2-i?- t -^^}V-5-l4- (3, 

5 'yy> 



10' 'H-NMR (400MHz. CDClj) ei.07(9H. s), 1.09(9H, s), 1.47(9H, s). 1.87(2H, m). 

2.55-2. 60 (2H, m), 3.97(2H, d, J=11.2Hz). 4.28(2H, d. J=11.2Hz). 5.05(1H, br 
s). 6.96(2H. d, J=8.3Hz), 7.21(2H. d, J=8.3Hz), 7.34(2H, s), 7.54(1H, s). 

<^»J127> 

15 5-t-:;^h:^'>:^7;i^3H-;V'T$/-2.2-$^-t-:/5";i/-5-[4- (3. 


wo 03/029184 PCT/JP02/09864 

56 



'H-NMR (400MHz, CDCI3) (51.05(9H. s). 1.08(9H, s). 1. 25-1. 31 (2H. 1). 1.42(9H, 
s). 1.55-1.63(4H* m), 2.61(2H, t, J=7.8Hz), 3.91(2H, d, J=11.2Hz). 4.23(2H, 
d, J=11.2Hz), 4.92(1H, br s), 6.95(2H, d. J=8.3Hz). 7. 19(2H, d,J=8.3Hz). 
10 7.36(2H, s), 7.54(1H, s). 


<^Mfyi28~129> 





NHBoc 
.(CH2)n — 1^ 

l^i(t-Bu)2 


II£S0>1 

n 


umm n 


128 

1 49 


129 3 67 1 



i/) 7x^4^$/) 7xn;i/]7°ntf;i.-2, 2-9:^'^)V-i, z-^J-t^-^y 
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PCT/JP02/09864 



^mmmoit^m (i50mg) <dduf (smi) mmzmtij^j^A (mm) . 

p-^DD/^>':^;i/:/D$H (i03ig) &.tp^, wr:\zxiv^mUWVlto Rn^m 

{^^-^y :tmx.^)V=Z :1) HTM^U, (nOmg) 

'H-NMR (400MHz, CDCl,) 61.40(3H, s), 1.42(3H, s), 1,44(9H, s). 1.56-1. 61 (2H. 
i), 1.71(2H, br), 2.59(2H, t, J=7.3Hz), 3.64(2H, d, J=11.7Hz), 3.89(2H, d, 
1=11. 7Hz). 4.87(lH.br). 4.98(2H. s), 6. 58-6. 60(2H. m). 6. 66-6. 68(1H. m), 
6.92(2H. d, J=8.3Hz), 7. 12(2H, d, J=8.3Hz), 7.20 (IH, t, J=8.3Hz), 7.34(4H, 
s). 

<lligfyi31~I43> 

m.n.:^m\z^':^xKiic^-^^^iA\z7^t\\:^^^'^i^hrzo 
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J R 





1 R 




131 


H 


100 

137 


H 


86 

132 

a 

H 


100 

138 


H 


100 

133 


CI 


75 

139 

a. 

H 


100 

134 


CI 


94 

140 


H 


76 

135 
136 


CI 
H 


100 
85 

141 
142 
143 

PhgCH 

H 

H 
CI 


58 
100 
84 


<II»J144> 

5-t-^h^'y:ti)Vtsr:.)V7^y-2, t 5 -[4 - (3. 

5 5-k'Xh'J7;i/:tn^5^Jl/7x/^'»7x-;i/:t=^v']X5^;P-l. 3. 



a) 5- t -^h^'>:^j;i/Jl^n;V7^7-2. t -:^5^;i/-5-kHo^ 

10 '>X5^;l/- 1,3,2 -i^:t^r1J-'>7 > 

NHBoc 

Bu)2 
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b) 5 - t -•:fh^'yf3)l^-^:=.)V72.y-2. 2--J-t -^^)V-5-[4- 
5 (3, 5-tfXhU7;i/:^-D^9';i.7xy+>')7xZ:JI/:t^>']Xf-;V-l, 3. 

10 'H-NMR (400MHz. CDCI3) ai.08(9H, s). 1.11(9H, s), 1.44(9H, s), 2.04(2H, br 
s), 4. 04-4. 07 (4H, br), 4.42(2H, d, J=11.2Hz), 5. 10(1H, br s). 6.92(2H, d. 
J=8.5Hz), 7.00(2H. d. J=8.5Hz), 7.32(2H. s). 7.52(1H, s). 

<IIWJ145> 

15 5- t-:/h=^^>':^;u#r:;i/75/-2, 2->?- t-:^5^;i'-5-[4- (3- 
(1 -t Fd:^^'>x5^;I/) yjiy^iy) 7xx;i/]:/Ptfji'- i, 3.2-Pt=^-^ 



20 ^mmmo^^m (126mg) ?£THF (S.OmD 7)V:d>'»7snMy. 
-78'CtcMLjt. lmol/L-^5^;i'U5^':7A-x— r;i/^|g (0. 252iL) ^tSiX.^ 
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X5";i/=5 :1) {CTMISb, (90.7ing) ^m^m^^t\^xwc. 

'H-NMR (400MHz, CDCI3) 61.05(9H, s). 1.07(9H, s), 1.42(9H. s). 1.48(3H, d, 
5 J=6.3Hz). 1.55(4H, br s). 1.78(1H, m). 2.56(2H. t. J=6.8Hz), 3.90(2H. 
d. J=11.7Hz), 4.23(2H, d, J=11.7Hz), 4.87(1H, q, J=6.5Hz), 4.91(1H, br s). 
6. 86-6. 89 (IH, m), 6.92(2H, d, J=8.8Hz), 7.03(1H, t, J=2.0Hz). 7. 07-7. 12 (3H, 
n), 7.29(1H. t, J=8.3Hz). 

10 <mMmu^> 

5 - t -•:fV^'yt!)W^:=-)\'7^J-2,2-z?- t 5 - [4 - (3 - 



15 /^>v>Jl//}^X:tc-;i/:^DU K(152ing)<&THF (2mL) fCi^^b, O'CtT:^ h 
'J':7A- t -^V^'yY (37.6ing) ^jD^fe. ^MlCTSO^^^tm MOt: 

\a^nhm^mm(r>it-^m imw) ®thf (2inL) ^^ssrsn^j^c, ^mzx 

^X5^;i/=30: I) 7.^^) }lW^^.^m^^tLX%rz, ^<D7.^\) 

}VW^^%m^\tnmz^mM5t^n^t>Btt^m (168mg) S:^fi?fiJKi^i:LTf#;^c. 
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'H-NMR (400MHz, CDCI3) 61.05(9H, s). 1.07(9H, s), 1.43(9H. s), 1.57(4H, br 
s), 2.56(2H, t. J=7.1Hz). 2.90(4H, m), 3.90(2H, d, J=ll.2Hz), 4.23(2H, d, 
J=11.2Hz), 4.92(1H. br s). 6. 79-6. 83 (2H, m), 6.88(2H. d. J=8.3Hz), 6.89- 
6.92(1H. m), 7.09(2H. d. J=8. 3Hz). 7. 14-7. 24 (4H. 1). 7. 25-7. 29 (2H, m). 

<mmmui> 



10 

mmm^ioit-^!^ (i.28g) <Dy^!^y-)v (loiu mmz. sm\/i-mm^^ 
mwtJi^jv (20inL) mnxMm^zxim^mwLito mm^mB'S^v. nft\z 

(i.07g) ^mm^tLxmrc, 

FABMS : 438 (CM+H]0 

'H-NMR (400MHz, DMS0-d6) 6 1. 55-1. 58(4H, br), 2.58(2H, t, J=6.8Hz), 

3. 40-3. 47 (4H, m), 5.31(1H, br). 7.13(2H, d, J=8.3Hz), 7.31(2H, d, J=8.3Hz). 
20 7. 56(2H, s). 7.76(1H, br), 7.83(1H. s). 
194-196^ 

Ttmmm (%) : c,oHj,f,nos • mthx 
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c 

H 

N 

50.70 

4.68 

2.96 

50.70 

4.66 

2.91 


5 <mmmm> 

2 -75 7- 2 -[4- (3-7x-;i/yPfcf;i/:t^>'7xy^>') 7x-;i/]:^ 



10 mmmm<Dit'^i^^p^m8itnm\z^mM7t^^ ±15*1^31147^1^^^0^ 

Mj^ 95-98t: 

FABMS : 436 ([M+H]0 

'H-NMR(400Mz, DMS0-d6) 8 1.56 (4H, br), 1.97(2H, quintet, 7.3Hz), 
15 2.49-2.53(2H. m). 3. 39-3. 46(4H. m). 3.92(2H, t, J=7.3Hz), 5.30(1H, br), 
6. 47-6. 49 (2H. m). 6. 66-6. 69 (IH, m), 6.95(2H, d, J=8.8Hz). 7. 12-7. 29 (8H, m), 
7. 68-7. 72 (2H. m). 


<*WJ149> 

20 2 -75/- 2 -[4'- (3, 5-e7.hU7;i/:j-Pp^5^;i/7x/:^'» i^>± 
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5 B}^ 203-206t: 
FABMS : 436 ([M+H]0 

'H-NMR (400MHz, DMS0-d6) 6 3.32(2H. d, J=7.5Hz). 3.48(4H. br). 6.23(1H. dt. 
J=15.5, 7.5Hz). 6.53(1H, d, 15.5Hz). 7. 17(2H, d, J=8.8Hz). 7. 52(2H, d, 
J=8.8Hz). 7.60(2H, s), 7.85(1H, s). 

10 

<^mmm> 

2-7^y-2-[4- (3-<y:/Dtrji/7xy:^i^) 7xr.ji/]yoifji/- 1. 



15 mMmmO^t'u^ (188mg) ?£THF (3. OmL) id^^b, ImolA-xh^:/ 

^;1/7>^-':>a:7;1/:^U H-THF^M (i.eimL) ^iux. ^mzx2mmu 


wo 03/029184 PCT/JP02/09864 

64 

gW<^ (107mg) ^m^7=t)Vy7 7.tiymito 
FABMS : 344 (Ol+H]*) 

'H-NMR (400MHz, DMS0-d6) 6 1.17(6H, d. J=6.8Hz), 1.55(4H, br s), 2.53(2H, 
br). 2.81-2. 89 (IH. m). 3. 39-3. 49 (4H, i). 5.30(2H, t. J=5. IHz), 6.71(1H, dd, 
5 J=8.3, 2.4Hz). a.STdH. t. J=2.0Hz), 6.91(2H. d, J=8.8Hz), 6.99(IH, d. 
J=8.3Hz), 7. 19(2H, d, J=8.8Hz). 7.26(1H, t, J=8.3Hz), 7.71(3H, br s), 

<II]!IE^J151~166> 

ll»J 1 10-123 ©ib'&«^:fe J; t>'145~ 146(^{b-&tl Sr±iB|IM^J 150 i Pl^^j:;^ 
10 fefcctoT^saSb, ^1 5{3^-r<b^i^&^fifebfc. 



1 R1 

R2 


» m. 
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[M+H1+ 
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88 
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CI 

H 

88 


336 
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Ph 
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MeO 
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332 
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EtO 
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346 
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158 

CF3O 

H 

86 

9?tife7^;i/7 7^ 

386 


159 

CHgOH 

H 

84 


332 

180-182 

160 

Ac 

H 

85 


344 


161 

NO2 

H 

(9) 


347 


162 

CN 

H 

92 


327 


163 

F 

F 

79 


338 


164 

CI 

CI 

82 


370 

75-77 

165 

Ph(CH2)2 

H 

85 


406 

165-167 

166 

MeCH(OH) 

H 

85 

Iife7t;i'77^ 

346 



0 \mmt)^^(ommm 

* ItCFaCOzHmtLXSmo 


wo 03/029184 


PCT/JP02/09864 


65 

<IIWJ167> 



5 

FABMS : 440 ([M+H]0 

10 'H-NMR (400MHz, DMS0-d6) 5 2.04(2H, t, J=6.5Hz). 3.54(4H. s), 4. 11(2H, 
d,J=6.5Hz), 7.04(2H. d, J=9.2Hz), 7.19(2H, d, J=9.2Hz). 7.50(2H. s). 7.80(1H. 
s). 


<^»J168~171> 

15 ^Jfi^«J96, 126~129O<b'&tl?£±IB^JI0!ll5Oi|^:^fj:;^^tCj:oTm31b, ^ 

1 6{c^Tib^t/^'&^l^:^c, 


:16 



HCI 
^OH 



R1 

R2 

n 


14=K 

FABMS 
[M+H]* 


168 

CI 

CI 

0 

80 


342 

110-111 

169 

CI 

CI 

1 

99 


356 


170 

CI 

CI 

3 

89 


384 


171 

CF3 

CFg 

1 

81 


424 

116-118 

172 

CF3 

CF3 

3 

96 


452 
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<mmmm> 



FABMS : 442 ([M+H]^) 

10 'H-NMR (400MHz. DMS0-d6) 6 1.58(4H, br s), 2.63(2H, br s), 3. 39-3.45(4H, m), 
5.08(2H, s). 5.31(2H. br). 6.56(1H. dd. J=8. 3. 2.4Hz), 6.66(1H. t, 
J=2.4Hz). 6.83(1H, dd. J=8. 3, 2.4Hz), 6.94(1H, dd, J=8.3, 2.4Hz). 7.05(1H. 
d, J=2.4Hz). 7. 28-7. 43 (7H. m). 7.71(3H. br), 

« 

iH!^ 1 05-1 06*0 (EtOH-iPr,0) 
15 Ttm^mm (%) : WgClNO^ • HCI t bX 



c 

H 

N 

mm : 

62.76 

6.11 

2.93 

mmm : 

62.50 

6.05 

2.92 


20 <IISS^J174~233> 

IIW!l52~91, 94~95, 107~108, m'>^m<Dit'^<^^^Mm\il tMUfS^:^^ 
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,^fe7t;i/7 7X 

436 


205 

l-Pr 

l-Pr 

H 

a 

95 

^fe7^:;U7 7:^ 
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^mfLWM. (^fill26) 
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ai8 



R1 

R2 

R3 

R4 

(%) 


FABMS 
[M+HJ* 
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H 
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H 

100 


476 
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MeSOs 

H 

H 

H 

100 


380 
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OH 

97 
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CI 
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476 

94-96 


229 PhCHeO 
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H H 

H H 
H H 


CI 
CI 

CI 100 


83 Wi^% 510 

94 U^7^)Vyy7, 472 
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92-95 


456 84-86 


H 

H 

CI 

76 


510 

88-91 

H 

H 

l-Pr 

97 
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H 

H 

H 

90 
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125-127 

H 

H 

H 
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195-197 

H 

H 

H 

100 


442 

130-132 

H 

H 

H 

100 


442 

94-96 


<II»J234~243> 


% 1 tnm.ui5mz^':>x'^^vrz.o 
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c COzEt 

R3 R4 m. mm (.%) 



R1 

R2 

R3 

R4 



234 

Ph(CHz)2 

C-CF3 

H 

CI 


93 

235 

PhCHaO 

c-H 

H 

Me 


100 

236 

PhCHgO 

c-H 

H 

Et 


72 

237 

PhCHzO 

c-H 

H 

SMe 



238 

PhO 

c-H 

H 

CI 


92 

239 

CF3 

a-CI 

H 

H 


100 

240 

CF3 

b-a 

H 

H 


94 

241 

CF3 

d-CI 

H 

H 


72 

242 

CF3 

c-a 

H 

H 


41 

243 

PhCHaO 

C-H 

H 

F 




<mmm2u> 

4 -[4- (3-^>>?;|/:t=^^:>7x/^rv) - 2 D P] 7xn;i/- 2 - t 

5 -:/h^i^ti)V^:=-)V7^ y-2-x h^zyti)V^:=-)mmx^)\^ 


C02Et 


'H-NMR (400MHz. CDCI3) 6 1. 23-1. 32(6H, m), 1.45(9H, s), 2.59(4H. br). 
10 4. 22-4. 34 (4H. m). 5.03(2H, s). 6. 58-6. 62 (2H, m), 6.75(1H. dd, J=8. 3Hz. 
2.4Hz), 6.83(1H, dd, J=8.3Hz, 2.4Hz), 6.98(1H, d, J=2.4Hz), 7.12(1H. d, J=8.3 
Hz), 7.23(1H. t, J=8.3Hz). 7. 30-7. 42(5H. m). 


<IIWJ245> 
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6-[4- (3-^>i^)Vt^i^y:^y^'y) -2-i7an]yx.-)V-2-t 


5 mm2Q2^m\^^mmmitmm\zm-^^tum^m^m^<^tLxmz. 

'H-NMR (400MHz, CDClj) 6 1.24(6H, t, J=7.3Hz). 1.43(9H. s). 1. 58-1. 67 (4H, 
m). 2.33(2H, br), 2.67(2H, t. J=7.8Hz), 4. 18-4. 32(4H, m). 5.03(2H, 
s).5.95(lH. br s), 6. 57-6. 60(1H. m), 6.62(1H, t, J=2.4Hz), 6.74(1H. dd, 
J=8.3Hz. 2.4Hz). 6.83(1H, dd. J=8. 3Hz. 2.4Hz). 6.99(1H. d. J=2.4Hz), 7.12(1H, 
10 d. J=8.3Hz), 7,23(1H. t, J=8.3Hz). 7. 30-7. 42 (5H, m), 

<^»J246~255> 
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<^WJ256> 

2_[4- (3-^>>?;V:t+5>7xy^r'» - 2 -^^07x:l;^]X9';^- 
5 2- t-7'h^s/:^7;uj}^-;i/7S/-i. 3-yoA->i;;r-;i/ 



'H-NMR (400MHz. CDCl,) d 1.46(9H, s). 1. 83-1. 87(2H, m). 2. 69-2. 73(2H. m). 
10 3. 35 (2H. br), 3.67(2H. dd, J=11.7Hz. 5.9Hz), 3.92(2H, dd, J=11.7Hz. 4.9Hz), 
5.03(2H, s), 5.10(1H. s). 6. 57-6. 62 (2H. m), 6.75(1H, dd. J=8.3Hz. 2.4Hz), 
6.85(1H. dd. J=8.3Hz. 2.4Hz). 7.00(1H. d. J=2.4Hz), 7. 17(1H, d.J=8.3Hz). 
7.24(1H. t. J=8.3Hz). 7. 32-7. 42 (5H, m). 


S^^fflM (^11126) 
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<^»J257> 

2 -[4- (3-^>i^)V-t^=yyxy^i^) - 2-C;uuy :LZ.}V]:fJ-)V— 


'H-NMR (400MHz. CDClj) 8 1.44(9H. s). 1.61(6H. br). 2.70(2H, t, J=7.3Hz). 
3.46(2H, br), 3. 57.-3. 60 (2H, m), 3.84(2H, d, J=9.8Hz), 4.92(1H, s), 5.03(2H. 
s). 6. 59-6. 63 (2H, m). 6. 73-6. 76 (IH, m), 6.84(1H, dd, J=8.3Hz. 2.4Hz), 
10 7.00(1H. d, J=2.4Hz), 7.13(1H, d, J=8.3Hz), 7.24(1H, t. J=8.3Hz). 7.23- 
7.43(5H, m), 

<SISIf!)258~267> 

iijs^j246d^ e. 255 mt'^m^m ^\ mmmwitnm.uijWr^'^^iytzo 
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2 -7^ / - 2 - [4 - ( 3 -^>>^;i/:t^'>7x y =^'» - 2 - n p 7x^;H 

5 X.9-)V-1. 3-7'oA>>?:t-;l/i^i?:te 



FABMS: 428 ([M+H]0 

'H-NMR (400MHz, DMS0-d6) 6 1. 75-1. 79(2H, m), 2. 68-2. 72 (2H, m), 3. 51-3. 55 (4H, 
10 m), 5.08(2H, s), 5.40(2H, t, J=4.9Hz), 6.57(1H, dd, J=8.3Hz, 2.4Hz), 6.67(1H. 
t, J=2.4Hz). 6.83(1H. dd. J=8.3Hz, 2.4Hz), 6.95(1H, dd, J=8.3Hz, 2.4Hz), 
7.05(1H, d, J=2.4Hz), 7. 27-7. 43 (7H, m), 7.88(3H, br), 
M 150-152^ 
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M - 1 . 3 - :/ o /\- > i^t-)mm^ 



FABMS:456 ([M+H]*) 

10 'H-NMR (400MHz, DMS0-d6) 5 1. 30-1.40.(2H, m), 1. 46-1. 60(4H, m). 2.64(2H, t. 
J=7.8Hz). 3. 39-3. 48 (4H. m), 5.08(2H, s). 5.32(2H. t, J=5.4Hz). 6.57(1H, dd, 
J=8.3Hz, 2.4Hz), 6.67(1H, t, J=2.4Hz), 6.82(1H, dd, J=8.3Hz, 2.4Hz), 6.91(1H, 
dd, J=8.3Hz, 2.4Hz), 7.03(1H, d, J=2.4Hz), 7. 27-7. 43 (7H. m), 7.76(3H, br), 
1111,1^ 95-97*0 

15 '^\z:^mmi\:^wzo\^^Xs ^m^^mm^l^^^^^m'i\z^oX7nto 


h7>X:^7>T-v'a> (Transplantation) , 1155^. ^3-^, 11578-591 

H. 1993^. \zmm<D:^^^^^\zbxn'orco BALB/c^snfT'^;^9~iiiii& (a 
fto mm\t. u >mBm^m^m.7i<i (pbs(-), btkssi^) *femPMi-i64o^^ 
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. 75 

m) ^JElP^> 3713, 5%C0,TT303i'rB^ia«bfeo PBS(-) *;^c^lRPMI-1640i#ifeT' 
3 llI]i'CN?5fe^tbfc^, mi-mQ^m\z2.5xio'm/\siLtfs.^^o\znT&L. z.ti 

10 (yCv-ri^nv^U>v? (A5;i/h» ^fflViTC3H/HeNI^3lttTr>;^7~9®l& (0 

15 mBm&\^^^vfto nmm\z},t. ^mit'^<^<Dmm\zm^ftt<Dt^mm(D 
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/VyX* > • x>1f'f ^Di?- (Methods in Enzymology) , II300#, ^ 
345-363H, l999^.iI|B«0:^^^##(CbTffofc. 1% (v/v) ttj:^^0\Z 
5 l-7;V^D-2.4->?-hD/<>-^> (DNFB, ttiy-i /&T±h> : 

m (4:1) m-tmzmmiy-ft, \%dmmn^mvc^n^'^':77. (b*x;^x;i/ 

10 T> ^M^^^>>^W®&*l^J?'£i5'<'t;V->^yi7^xy-v'G (O.Ol-lOmm, M 

:tu:/?a (4:1) (vA) dmmm^:^:^(DmMiziQiiim 
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i^^-i-}V'^'f'X^X^^):^>^)V'n-<:ttii^'- (J. Exp. Biology) , 
10 2 8#, 3-^, 3 8 5~4 0 5M> 1 9 5 1 ^fwE«©;^l*^#^tCbTtf ofc, 

©^*i)^&f^ofe. mwc'7^7.<Di^mmzdW2'^^7s^^<D^m}^^m^^x. 
15 ^(D±\zm.M.wimm^mnco ^meumzmMm^m 
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5 mm±<omm-sjm^ 

-)v&(DA^mz7^/':fu/-K>i^:t-}i'm^'^t5mmmi^. h^-ijoj 
u -m(D^dfmzm.mm^'^t^-J7 u -}vx.-'Tmmw\z^iif^m.m\ 

10 m\t. m^''^m^^xs^w^WiZ^n^m&R^<D^Vi'^tc\t.m^. ss^^ 


wo 03/029184 PCT/JP02/09864 

79 


1 . -fls^?; ( 1 ) 



mL7)V^)Vm. 7x-;i/», 7yJV=^)Vm. ^^fCl~4 0ra7;l'n^^^5/S> 

i~4 0«7;wi/5^:t«, ^mici'-4©M7;i'+;i^7.;i/7^-;ws, ^ 
1 - 4 oM7;w^;i/;^;w5i^-;w^. ^>>^;w5^:ts, 7'fe5";i/S; - h d 

^7yS^^b. Rj^iTK^JM^, )\u^yU=f-. hUAP;<5';US> j^^ic 
l~4(iD|ij^7;i/n4^iyS, i^^^l~7(D«7;Wl/», 7x:^5^;i/g, ^ 
15 >v^;i/^=^^->S, R3«7Kf!imT. Aay>m^^ Y^)'yMU:^^)'V^.^%%. 

myh^)\/^^ 7x-;i/«, ^5!§i»:i-4©{si^7;vn=^>'^5^;w», ^^IS: 

l~4®{gi^7;U=^^;P5"^SSr^L, Xtt- (CHj) n- (nm~4®Sic) , 
-OCHjCH,-, -CH=CHCH,-^^t" ] 

20 T^$nse:i:*#mit-^e^7U-;i/x-x;i^flit^$Rr;^s^6<)tcs^^U'5 

2. tfliH-^^ (1) T^$nS^b^tf/{i«, (la) 
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5 

15 6. fIIBX;&t- (CHj) m- (mtt2-4©SI&) T'^SJl t^^m^-TSft 


7. WIB-JKiC (1) T^^nSfb^tl*^ (lb) 
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81 



1 0. mURti)^h^jy}vtu;^=^)vmrh^ct^^WLt-rm^m7\zum 
(Di^7^j-}VJi-y')vmm^']kzmm^&:}\ztifmv'D^mkxs\z^(D7mm> 

1 1. tiriaXj&5- (CH,) m- (nitt2~40Mi:) T*-5C:t?£JRFl[fr 5 


12. MfB-«s:^ (1) i?^$n§{b^ti5?>^> 

1) 2-T^y-2-[4- (3-^>i?;l/:t^v'7xy^>') -2-i7DD7 
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82 

x-;i/]yDtf;i/- 1, 3-ypA>>?;r-;k 
tf;i/-i, 3-::^PA>>':t-;i/, 

3) 2-75y-2-[4- (3-^>v;l^:t+->7x/:^>') -2-^PD7 

5 x-;Hx5^;i/- 1, 3-:/p/i>s^:t-;i/, 

4) 2-rS/-2-[4- (3-^>>^;i/:t^'>7x/^'» -2-i?PP7 
x-;wy5^;i/-i. 3-7'P/1>>':t-;k 

5) 2-75y-2-[4- (3- (3' . 5' -i^^ UU^>i^)V:t^'y) y 
x/=^^v') -2-i57pp7x-;WyPt!;i/-l, 3-P^PA°>>^:t-;K 

10 6) 2-75y-2-[4- (3- (3* -^PP^>>';i/:t^'» 7xy^>') 

- 2 -i?pP7x-;i/]>^Pif;i/- 1. 3-:/PA>i^:t-;k 

7) 2 -75 7- 2 -[4- (3- (3* - h U 7;U:^-Pp^5^;i/^>i^;i/:t^>') 

7x/^s>) -2-^'PP7xr:;H:/Ptf;i/-i. 3 -::^PA>5>:t-;k 

8) 2-757-2-[4- (3-^>>^*;i/:t+5^7xy=^5» -.2-hU7;l/ 

15 :tP;)<5^;i/7x-;i/]:/Ptf;i/-i. 3-:/PA>s^:t-;i/, 

9) 2-75y-2-[4- (3, 5-tfXh'J7;i^:tap^5^;l^7xy^'» 7 

x-;i/]>^Ptf;i/- 1. 3-:/PA>>':t-;K 

10) 2-75y-2-[4- (3. 5-\d7.hVy)V^U)^'^)V-2-^UO 
7xy^>') 7x::i;i/3ypfcf;u-i. 3-^un>i^t-M 

20 11) 2-75/-2-[4- (3, 5 - tfX h U 7;^:^ P^5";i/7 xZ + v') 

7x-;Hx5";i/- 1. 3-ypA>v^-;u, 

12) 2-75y-2-[2-i^PP-4 - (3-h'J7;i/:tP^5";U7xy=^^ 

5» 7xx;i/]:/Ptf;w- 1, 3-:;^PA>':^3f-;w 

1 3) 2-7Sy-2-[2- hU7;U:tP^5^;i/-4 - ( 3 - h U 7;U:tP;^ 

25 =^}vyx.y^-» 7x-;W7'Ph!;i/-i, 3-:/P/i>>^:t-;K 
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14) 2-75/-2-[4- (3. 5->'^DD7xy^v) 7 x.:z)V]^U 
1 5) 2-7Sy-2-[4 - i3-^>z^)V:t=¥z^-5-h^Jy)V:tU^^}\^ 
5 16) 2-T5y-2-[2-7;i/:tP-4- (3- h>J7;l/:tP;^5^;i/7xy 

:^v) 7x-;W7'ptf;i/- 1. 3-:/p/i>>'^-;k 


10 13. -m.^ (1) 



M7;wi/a. s^Mi^^fcttR1tS<&^LTt>^Vi7x-;u*, 7^;i/=^^;i/S, 

M^iCl~4 0D{gM7;Un^i^S, hU7;l/:tP>5';U:t^e^», 7x7 ^^'g, 

15 i/^PA:^^>';i/;'<5";i/:t^i>S, iiiiii*^«eifeS<&WbTt)^Vi79;p^;i/ 

i^S, 7xy^>'p^^;i^S, t:Hp=^^>'^5";i/S, t Hp^^^i/x^^jua, ^mi: 
i~4©{gM7;i/^;i/^:tS> ^^^i~4(D{gii7;p=^;i/x;i/7^-;i/S, ^ 
^^i~4<D^i^7;i/4^;i/7.;i/zh-;i/*. 7-b^;i^S, -hP 

20 5/7yS*^b, R,«7lcmJI^, APy>jI^, hUAP^5^;i/«> 

i~4©«7;i/P^>-S. ^^i:i~7®{g|R7;i/^;i/«, 7x^^5^;u», ^ 
>>';i/:t^vS, R8«7ic^ji^, Apy>jg^> h<j7;i/:tp^5^;i^*, 
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84 

l'-4 0M7;W1^5^:tS*^b, X«- (CH,) n- ( n « 1 ~ 4 ©SIS:) , 
-OCH,CH,-> -CH=CHCH,-<&^-r] 


14. ttfiB-fig^ (1) -vm-^n^it^mi!)^. (la) 



10 [^4'> Rj, RaJtrJ^xttirlB^iSJci^i;] 

15 15. ttm-i&^ (1) Tg^ns^b^w, -jjg^c; (lb). 



^> h'j 7;i/:tDp^5";i/S, ^^ici~4®M7;i/^=^^e/S, i^^^i~7<D 
«7;i/+;i/»&^r] 


wo 03/029184 PCT/JP02/09864 
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10 t^m^m 1 3 j^vi tif:*:JS 1 5 oviTn*^ i JS^ciEHta^^assiJiitJ^j. 
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